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X4 ,
1.2
1.2.1 2-(2- )-N-[2-(1H-(5- )-3- )
]
2.1504 g (10 mmol) 1.1509 ¢
(10 mmol) (NHS) ,
20 mL , 2.0633 g
(10 mmol) N,N’- (DCC)
10 mL, 6h, )
TLC , 1.742 8 g(10 mmol)
5- 20 mL, 4h,
2-(2- )-N-[2-(1H-(5- )-3- ) ]
3.2671 g, 88%.
Mp: 151 . IR (KBr, cm™): 3329, 3282, 3 088,

2942, 1621, 1586, 1564, 1481, 1433, 1357, 1092,
1026, 979, 735. MS (EL): m/z =372 [M+H]. "H NMR
(CDCl;, 400 MHz) &: 10.67(s, 1H), 8.12(s, 1H,),
7.59(d, J = 8.0 Hz, 1H), 7.32(d, J = 4.4 Hz, 2H), 7.22
(dt, J= 5.2 Hz, J = 2.8 Hz, 1H), 7.20(m, 1H), 7.16(s,
1H), 7.09(s, 1H), 6.90(d, J = 8.0 Hz, 1H), 3.60(s, 2H),
3.37(d, J = 5.6 Hz, 2H), 2.83(d, J = 4.4 Hz, 2H), 2.37
(s, 3H). *C NMR (CDCls, 100 MHz) &: 169.51,

134.89, 134.74, 133.01, 131.68, 128.99, 128.65,
127.91, 127.44, 12498, 123.75, 122.30, 118.30,
112.08, 110.92, 44.11, 39.82, 25.07, 21.52.

5- :
, , , 60%

, 6h
1.2.2 2-(2- )-N-[2-(1H~(5- >3- )

]

1.2.1,
, 2-(2- )-N-
[2-(1H-(5- >3- ) ] 28106,

86%. Mp: 142 . IR (KBr, cm™): 3327, 3258,
2928,2851, 1627, 1573, 1531, 1437, 1386, 1264,

1025, 950, 801, 734. MS (EI): m/z = 328 [M+H]. 'H
NMR (CDCls, 400 MHz) &: 7.87(s, 1H), 7.54(d, J =
7.2Hz, 1H), 7.34(s, 1H), 7.26(s, 3H), 7.12(s, 1H),
7.03 (d, J = 8.4Hz, 1H), 6.83 (s, 1H), 5.39(s, 1H),
3.66(s, 2H), 3.56(d, J = 4.8 Hz, 2H), 2.90(s, 2H), 2.45
(s, 3H). "C NMR (CDCl;, 100 MHz) 6: 169.47,
134.12, 133.78, 133.11, 130.84, 129.54, 128.94,
127.54, 126.67, 124.56, 124.04, 122.80, 118.32,
112.12, 110.89, 44.35, 39.54, 25.65, 21.75.
1.2.3 2-(4- )-N-[2-(1H-(5- >3- )
]

121,
4- , 2-(4-
(1H-(5- >3- ) ]

87%.

Mp: 120 . IR (KBr, cm™): 3323, 2927, 2 850,
1742, 1625, 1590, 1548, 1488, 1203, 1059, 1013,
887, 807, 761. MS (EI): m/z = 394 [M+Na]. '"H NMR
(CDCls, 400 MHz) &: 7.90(s, 1H), 7.38(d, J = 8.4 Hz,
1H), 7.33(s, 2H), 7.23(d, J = 8.4 Hz, 2H), 7.06 (d, J =
8.4Hz, 1H), 6.99(d, J = 8.0 Hz, 2H), 5.35(s, 1H),
3.56(dd, J = 6.4 Hz, J = 6.4 Hz, 2H), 3.44(s, 2H), 2.88
(t, J =6.4Hz, 2H), 2.45(s, 3H). °C NMR (CDCls,
100 MHz) J: 169.20, 133.66, 132.85, 130.03, 129.97,

)-N-[2-
3.2411¢,

127.69, 126.33, 122.81, 121.19, 120.10, 117.21,
110.87, 109.96, 42.11, 38.64, 24.52, 20.49.
1.2.4 2-(4- )-N-[2-(1H-(5- )-3-

)]

1.2.1,

4- , 2-(4- )-
N-[2-(1H-(5- )-3- ) ] 2.8475
g, 84%.

Mp: 132 . IR (KBr, cm™): 3312, 3085, 3010,
2915,2852, 1634, 1558, 1516, 1417, 1348, 1247,
1098, 856, 818, 789, 720. MS (EI): m/z = 360 [M+
Na]. '"H NMR (CDCls, 400 MHz) &: 8.06(d, J = 8.4
Hz, 2H), 7.97(s, 1H), 7.31(s, 1H), 7.28(d, J = 2.4 Hz,
1H), 7.26(dt, J =1.6 Hz, J = 2.8 Hz, 2H), 7.05 (dd, J =
0.8 Hz, J =0.8 Hz, 1H), 6.86(d, J = 2.0 Hz, 1H), 5.43
(s, 1H), 3.56(dd, J = 6.4 Hz, J = 6.4 Hz, 2H), 3.44(s,
2H), 2.88(t, J= 6.4 Hz, 2H), 2.45(s, 3H). °C NMR
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(CDCls, 100 MHz) 6: 169.02, 147.06, 142.31, 134.70, 1
130.11, 128.92, 127.46, 124.02, 123.83, 122.16, ; - /%
118.20, 111.95, 111.02, 43.40, 39.94, 24.83, 21.52. o " > .
1.2.5 2-(4- )-N-[2-(1H-(5- ,® o 9 )
ISR 30 45 12 63
1.2.1, 4O " “
4- : 2-(4-
5© 10 78
)-N-[2-(1H-(5- 3 )] oo o 2
2.8661 g, 89%.
¥ 7@ 10 88
Mp: 226 . IR (KBr, em™): 3442, 3312, 2924,
2851, 1638, 1580, 1545, 1512, 1422, 1243, 1177, - ’ e b ®
1027, 815, 792. MS (EI): m/z = 345 [M+Na]. 'H @  Epcna HOB(™: ¢ EDCHCI
NMR (CDCls, 400 MHz) o: 7.95(s, 1H), 7.35(s, 1H), NHS; ()  DCC HOBY; (g)
7.28(s, 1H), 7.06(d, J = 8.0 Hz, 3H), 6.83(t, J = 8.4 DCC NHS.
Hz, J = 6.8 Hz, 3H), 5.46(s, 1H), 3.89(s, 3H), 3.57(dd, : 63%,
J = 6.4 Hz, J = 6.4 Hz, 2H), 3.48(s, 2H), 2.90(t, J =
6.8 Hz, 2H), 2.47(s, 3H). >C NMR (CDCls, 100 MHz) ,
o: 17130, 158.77, 134.72, 130.49, 128.69, 127.50, :
126.97, 123.78, 122.12, 11833, 11432, 11228, :
110.83, 55.30, 43.00, 39.70, 25.06, 21.46. : . EDC-HCI
5 HOBt 83%,
; DCC  NHS
: : 88%, :
: : DCU ,
: DCC  NHS :
: : DCC NHS
) 5- ) ;
: : DCC :
NHS : :
1. :
1 : DCC NHS
: 9%, : 2- 4-
4- 4- 2- :
: 5- : 84%~89%

, DCC
NHS
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R 0 5-
'"H NMR C NMR MS FTIR
, HPLC 98%
B- ,
DI 7.
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Synthesis of 5-Methyltryptamine Derivatives

ZHU Hai-feng, LU Hai-jing, YU Xiao-ping, LIANG Hong—ze*, JIN Hai-xiao, ZHOU Xiong
( Faculty of Materials Science and Chemical Engineering , Ningbo University, Ningbo 315211, China )

Abstract: The synthetic method of 5-methyltryptamine derivatives has been studied using 5-methyltryptamine
hydrochloride and 2-bromophenylacetic acid as the test compounds. The results show that by combining
dicyclohexylcarbodiimide(DCC) as a condensation reagent, and N-hydroxysuccinimide(NHS) as an activating
reagent, a series of amides based on 5-methyltryptamine and substituted phenylacetic acids are synthesized with
high yields at room temperature in one pot procedure. The structures of all the products are confirmed by FTIR,
MS, 'H NMR and BC NMR spectra.
Key words. 5-methyltryptamine hydrochloride; amide; N-hydroxysuccinimide



